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a straight or branched alkyl^roup/of 3 - 8 carbon atoms which is mono- or 
di-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkoxy 
group, an alkylthio group, an amino group, a njftro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a cycloalkyl group of 3 - 8 carbon atoms; 

a cycloalkyl group of 3 - 8 cdtbon atoms which is mono-, di- or tri-substituted 
with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy 
group, an alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group^brmed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 4 - 8 carbon ato: 

a condensed ring groifp formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 4 - 8 carbon atoms wherein said phenyl ring is mono-, di- or 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl grouf}, 
an alkoxy group, an alkylthio grqup, an amino group, a nitro group, a carboxyl group or a 
carboalkoxy group; 

a condensed rin£ group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms 
wherein said phenyl ring is mono-, di- or tri-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group 
an amino group, a nitro group, a carboxyl group or a carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 3-8 carbon atoms and i[s 
linked to an alkylene g/oup having 1 - 4 carbon atoms optionally interrupted with -0-, -S- or 
-SS-; 

an alkylcycloalkyl group wherein said cycloalkyl has 3-8 carbon atoms, is 
linked to an alkylene group having 1-4 carbon atoms optionally interrupted with -O-, -S- or 
-SS- and is mono-, di- or tri-substituted with a halogen atom, a trifluoromethyl group, a 
hydroxyl group, art alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro 
group, an oxo group, a carboxyl group or a carboalkoxy group; 
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a cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups 
(-CH2-) is replaced by -O-, -NH-, -S-, -SO- or -S(0)2S 

a cycloalkyl group of 5 - 8 carbon atoms wKerein one of the methylene groups 
(-CH2-) is replaced by -O-, -NH-, -S-, -SO- or -S(0)2- 9 wd one or two of the unsubstituted 
methylene groups (-CH2-) are mono- or di-substituted/with a halogen atom, a trifluoromethyl 
group, a hydroxyl group, an alkyl group, an alkoxy mroup, an alkylthio group, an amino 
group, a nitro group, an oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 
8 carbon atoms, one of the methylene groups (-JCH2-) in said cycloalkenyl ring or 
cycloalkanedienyl ring being replaced by -O-/ -NH-, =N~, -S-, -SO- or -S(0>2S 

a cycloalkenyl group of 5 - 8/carbon atoms or a cycloalkanedienyl group of 5 - 
8 carbon atoms, one of the methylene groups (-CH2O in said cycloalkenyl ring or 
cycloalkanedienyl ring being replaced by -O-, -NH-, =N~, -S-, -SO- or -S(0)2-, and one or 
two of the unsubstituted methylene groups (-CH2-) being mono- or di-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an 
alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; j 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is 
replaced by -0-> -NH-, -S-, -SJD- or -S(0) 2 -; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is 
replaced by -O-, -S< -SO- or -S(0)2-, said phenyl group being mono- or di-substituted 
with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy 
group, an alkylthio groi^p, an amino group, a nitro group, a carboxyl group or a carboalkoxy 
group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms : 
one of the methylene groups (-CH2-) in said cycloalkenyl ring or cycloalkanedienyl ring 
being replaced by -O-, -NH-, =N-, -S-, -SO- or -S(0) 2 -; 
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a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms, 
one of the methylene groups (-CH2-) in said cycloalkenyl iing or cycloalkanedienyl ring 
being replaced by -O-, -NH-, =N-, -S-, -SO- or -S(0)2- s $aid phenyl ring being mono- or 
di-substituted with a halogen atom, a trifhioromethyl group, a hydroxyl group, an alkyl group, 
an alkoxy group, an alkylthio group, an amino group,/a nitro group, a carboxyl group or a 
carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 5-8 carbon atoms and is 
linked to an alkylene group having 1-4 carbon atoms optionally interrupted with -0-, -S- or 
-SS-, one of the methylene groups (-CH2-) in sajti cycloalkyl ring being replaced by 

-NH-, -S-, -SO- or-S(0) 2 -; 

an alkylcycloalkyl group wherein said cycloalkyl has 5 - 8 carbon atoms and is 
linked to an alkylene group having 1 - 4 carbon atoms optionally interrupted with -O-, -S- or 
-SS-, and one of the methylene groups (-CH2-) in said cycloalkyl ring being replaced by -0-, 
-NH-, -S-, -SO- or -S(0)2- and one or two/of the unsubstituted methylene groups (-CH2-) 
being mono-, di- or tri-substituted with a/halogen atom, a trifluorometbyl group, a hydroxyl 
group, an alkyl group, an alkoxy groupjan alkylthio group, an amino group, a nitro group, an 
oxo group, a carboxyl group or a carboalkoxy group; 

a phenyl or naphtbyl group; 

a phenyl group substituted with a methylenedioxy group; 

a phenyl or naphthyV group which is mono-, di- or tri-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, as 
amino group, a nitro group, a carboxyl group, a phenoxy group, a phenylmethoxy group, a 
phenylmethoxy group wherein said phenyl ring is mono-substituted with a halogen atom, 
trifluoromethyl group, an alkoxy group, an amino group, a nitro group, a carboxyl group or a 
carboalkoxy group, a cycloalkylmethoxy group having 5-8 carbon atoms in the cycloalkyl 
ring, a cycloalkenylmethoxy group having 5-8 carbon atoms in the cycloalkenyl ring, a 
cycloalkanedxenylmethoxy group having 5-8 carbon atoms in the cycloalkanedienyl ring, a 
cycloalkylmethoxy group wherein one of the methylene groups (-CH2-) in said cycloalkyl 
ring having 5-8 carbon atoms is replaced by -O-, -NH-, -S-, -SO- or -S(0)2-, a 
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cycloalkenylmethoxy group wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring having 5-8 carbon atoms is replafced by -O-, -NH-, =N-, -S-, -SO- or 
^S(0)2-, a cycloalkanedienyl-methoxy group wherein one of the methylene groups (-CH2-) in 
said cycloalkanedienyl ring having 5-8 carbon atoms is replaced by -O-, -NH-, =N-, -S-, 
-SO- or -S(0)2- group, a cycloalkylmethoxy group having 5-8 carbon atoms in the 
cycloalkyl ring wherein said cycloalkyl ring is mono-substituted with a halogen atom, 
trifluoromethyl group, a hydroxy group, an alkyl group, an alkoxy group, an amino group* a 
nitro group, a carboxyl group or a carboalkoxy group and one of the methylene groups 
(-CH2-) in said cycloalkyl ring is replaced \jy -0-, -NH-, -S-, -SO- or -S(0)2-, a 
cycloalkenylmethoxy group having 5-8 cirbon atoms in the cycloalkenyl ring wherein said 
cycloalkenyl ring is mono-substituted wim a halogen atom, a trifluoromethyl group, a 
hydroxy group, an alkyl group, an alkoxy group, an amino group, a nitro group, an oxo group 
a carboxyl group or a carboalkoxy group and one of the methylene groups (-CH2-) in said 
cycloalkenyl ring is replaced by -O-, -NH-, =N- 7 -S-, -SO- or -S(0>2-, or a 
cycloalkanedienylmethoxy group having 5-8 carbon atoms in the cycloalkanedienyl ring 
wherein said cycloalkanedienyl ring is mono-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an amino group, a 
nitro group, an oxo group, a carbovyl group or a carboalkoxy group and one of the methylene 
groups (-CH2-) in said cycloalkanedienyl ring is replaced by -0-, -NH-, -N-, -S-, -SO- or 

-S(0) 2 -; 

an alkylphenyl group wherein said phenyl group is linked to an alkylene group 
having 1 - 4 carbon atoms optimally interrupted with -O-, -S- or -SS-; 

an alkyl-O-, -S-/or -SS-phenyl group wherein said phenyl group is linked to an 
alkylene group having 1-4 carbon atoms via -O-, -S- or -SS-; 

an -O-, -S- or ASS-phenyl group; 

a diphenylannno group; 

an alkylphenyl group wherein said phenyl group is linked to an alkylene grou£ 
having 1-4 carbon atoms optionally interrupted with -0-, -S- or -SS- and mono-, di- or 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, a alkyl group, 
an alkoxy group, an amino group, a nitro group or a carboxyl group; 
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an alkyl-O-, -S- or -SS-phenyl group wherein said phenyl group is linked to an 
alkylene group having 1-4 carbon atoms via -O-, -S- or -SS/ and mono-, di- or tri-substituted 
with a halogen atom, a trifluoromethyl group, a hydroxyl ^oup, an alkyl group, an alkoxy 
group, an amino group, a nitro group or a carboxyl group, 

an -O-, -S- or -SS-phenyl group wherein/said phenyl group is mono-, di- or 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group 
an alkoxy group, an amino group, a nitro group or a yfcarboxyl group; 
or 

Rj and R2, together with the carbon atom/to which they are attached, may form a 

divalent group selected from: 

a cycloalkylidene group of 5 - 1 carbon atoms; 

a cycloalkylidene group of 5 f% carbon atoms which is mono-, di-, tri- or 
tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl 
group, an alkoxy group, an alkyithio group, a cycloalkyl group, a phenyl group, an amino 
group, a nitro group or a carboxyl group; 

a cycloalkylidene group of 5 - 8 carbon atoms wherein one of the methylene 
groups (-CH2-) in said cycloalkyl rii/g is replaced by -O-, -NH-, -S-, -SO- or -S(0)2S 

a cycloalkylidene group of 5 - 8 carbon atoms wherein one of the methylene 
groups (-CH2-) in said cycloalky/ ring is replaced by -O-, -NH-, -S-, -SO- or -S(0)2- group 
and one or more of the unsubstifcuted methylene groups (-CH2-) in said cycloalkyl ring are 
mono-, di-, tri- or tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl 
group, an alkyl group, an alkoxy group, an alkyithio group, an amino group, a nitro group, an 
oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidehe 
group of 5 - 8 carbon atoms; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms which is mono-, di-, tri- or tetra-substituted with a halogen atom ; 
a trifluoromethyl grq^p, a hydroxyl group, an alkyl group, an alkoxy group, an alkyithio 
group, a cycloalkyl/group, a phenyl group, an amino group, a nitro group, an oxo group, a 
carboxyl group or a carboalkoxy group; 
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0 \ ^ a cycloalkenylidene group of 5 - 8 carbon at^ms or a cycloalkanedienylidene 
/vf^ group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) in said 

I cycloalkenyl ring or cycloalkanedienyl ring is replace<yby -0- 7 -NH-, =N- S -S-, -SO- or 
-S(0) 2 S / 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring is n&placed by -O-, -NH-> =N~, -S-, -SO- or 
-S(0)2- group and one or more of the unsubsututed methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring are mono-, di-, tri- or tetra-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an 
alkylthio group, an amino group, a nitro ©roup, an oxo group, a carboxyl group or a 
^ | carboalkoxy group; / 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms, said phenyl ring being mono-, di-, tri- or 
tetra-substituted with a halogen ^toro, a trifluoromethyl group, a hydroxyl group, an alkyl 
group, an alkoxy group, an alkylthio group, an amino group, a nitro group, a carboxyl group 
or a carboalkoxy group; / 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene group of 5 - 
8 carbon atoms; / 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene group of 5 - 
8 carbon atoms, said/phenyl ring being mono- or di-substituted with a halogen atom, a 
trifluoromethyl grdip, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group 
an amino group, ar nitro group, a carboxyl group or a carboalkoxy group; and 

a Jiumectant for manufacturing a pharmaceutical preparation. 












/ ^^ a " n ^ C 3131611 ^)- The stabilized solid composition containing a 4-amino-3-substituted- 
butanoic acid derivative as claimed in claim 1 8 wherein a total amount of said humectant is 0.01 - 







11/29/01 THU 16:11 [TX/RX NO 5438] 



© 010 



Nov-29-2001 03:14pm From- PATE^=IZER ANN ARBOR Ml 7346222028 ^ T-372 P. 011/033 F-792 

09/674,819 W -8- W PD-5774-01-DRK 



25% by weight relative to a total amemnt of the 4-amino-3-substituted-butanoic acid derivative and an 
auxiliary agent for manufacturing a/pharmaceutical preparation. 




Claim 12 (amended). A process for the preparation of a solid composition containing a 
4-amino-3-substituted-butanoic\acid derivative having the general formula 

NHjCHj—C— CHjCOOH 

R i R2 

wherein, 

R\ is a hydrogen atom, a hydroxyl group, a methyl group or an ethyl group; 
R>2 is a monovalent group selected from: 

a straight or branched alkylgroup of 3 - 8 carbon atoms; 

a straight or branched alkylene group of 3-8 carbon atoms; 

a straight or branched alkyl group of 3 - 8 carbon atoms which is mono- or 
di-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkoxy 
group, an alkylthio group, an amino group, a nit^o group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a cycloalkyl group of 3 - 8 carbon atoms; 

a cycloalkyl group of 3 - 8 carbon atotns which is mono-, di- or tri-substituted 
with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy 
group, an alkylthio group, an amino group, a nitro grouty an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fu^on of a phenyl ring with a 
cycloalkyl group of 4 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusioii of a phenyl ring with a 
cycloalkyl group of 4 - 8 carbon atoms wherein said phenyl ring is mono-, di- or 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl grou^ 
an alkoxy group, an alkylthio group, an amino group, a nitro group^ a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl groupiof 5-8 carbon atoms 
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a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbbn atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms 
wherein said phenyl ring is monoV di- or tri-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, 
an amino group, a nitro group, a carppxyl group or a carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 3-8 carbon atoms and i< 
linked to an alkylene group having 1 - 4yCarbon atoms optionally interrupted with -O-, -S- or 
-SS-; 

an alkylcycloalkyl group wherein said cycloalkyl has 3 - 8 carbon atoms, is 
linked to an alkylene group having 1-4 carbon atoms optionally interrupted with -0-, -S- or 
-SS- and is mono-, di- or tri-substituted with ayhalogen atom, a trifluoromethyl group, a 
hydroxyl group, an alkyl group, an alkoxy groub, an alkylthio group, an amino group, a nitro 
group, an oxo group, a carboxyl group or a carbcmlkoxy group; 

a cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups 
(-CH 2 -) is replaced by -0-, -NH-, -S-, -SO- or -S(0 

a cycloalkyl group of 5 - 8 carbon atorijs wherein one of the methylene groups 
(-CH2-) is replaced by -O-, -NH-, -S-, -SO- or -S(0)2-,Wd one or two of the unsubstiruted 
methylene groups (-CH2-) are mono- or di-substituted with a halogen atom, a trifluoromethy 
group, a hydroxyl group, an alkyl group, an alkoxy group, to alkylthio group, an amino 
group, a nitro group, an oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 
8 carbon atoms, one of the methylene groups (-CH2-) in said cycloalkenyl ring or 
cycloalkanedienyl ring being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0) 2 -; 

a cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 
8 carbon atoms, one of the methylene groups (-CH2-) in said cycloalkenyl ring or 
cycloalkanedienyl ring being replaced by -O-, -NH-, =N-, -S-, -SO- orVS(0)2-, and one or 
two of the unsubstituted methylene groups (-CH2-) being mono- or di-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, to alkoxy group, an 
alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl g^jup ora 
carboalkoxy group; 




11/29/01 THU 16:11 [TX/RX NO 5438] @ 



012 



Nov-Zg-.ZDOI 03:14pm From- 
09/674,819 



PATENMEIZER ANN ARBOR Ml 



7346222928 



-10- 



T-37Z P. 01 3/033 F-792 
PD-5774-01-DRK 



a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is 

replaced by -O-, -NH-, -S-.\sO- or -S(0) 2 -; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is 
replaced by -0-, -NH-, -S-, -SO- or -S(0)2-, said phenyl group being mono- or di-substituted 
with a halogen atom, a trifluoromeWl group, a hydroxyl group, an alkyl group, an alkoxy 
group, an alkylthio group, an amino jpoup, a nitro group, a carboxyl group or a carboalkoxy 
group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of S - 8 carbon atomsVor a cycloalkanedienyl group of 5 - 8 carbon atoms, 
one of the methylene groups (-CH2-) in said cycloalkenyl ring or cycloalkanedienyl ring 

being replaced by -O-, -NH-, =N-, -S-, -SO-W -S(0>2-; 

a condensed ring group formeaVby ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms, 
one of the methylene groups (-CH 2 -) in said cycloalkenyl ring or cycloalkanedienyl ring 
being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0)2^ said phenyl ring being mono- or 
di-substituted with a halogen atom, a trifluoromethyKgroup, a hydroxyl group, an alkyl group), 
an alkoxy group, an alkylthio group, an amino group, \ nitro group, a carboxyl group or a 
carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 5-8 carbon atoms and i<; 
linked to an alkylene group having 1 - 4 carbon atoms optionally interrupted with -O-, -S- or 
-SS-, one of the methylene groups (-CH 2 -) in said cycloalkyl ring being replaced by -0-, 

-NH-, -S-, -SO- or-S(0) 2 -; 

an alkylcycloalkyl group wherein said cycloalkylbas 5-8 carbon atoms and ifc 
linked to an alkylene group having 1-4 carbon atoms optionally Werrupted with -O-, -S- or 
-SS-, and one of the methylene groups (-CH 2 -) in said cycloalkyl ring being replaced by -O-, 
-NH-, -S-, -SO- or -S(0)2- and one or two of the unsubstituted methylene groups (-CH2-) 
being mono-, di- or tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl 
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group, an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro group, an 
oxo group, a carboxyl group or Acarboalkoxy group; 
a phenyl or naphthVl group; 

a phenyl group substituted with a methylenedioxy group; 

a phenyl or naphthyl group which is mono-, di- or tri-substituted with a 
halogen atom, a trifluoromethyl groud a hydroxyl group, an alkyl group, an alkoxy group, an 
amino group, a nitro group, a carboxyl group> a phenoxy group, a phenylmethoxy group, a 
phenylmethoxy group wherein said phenyl ring is mono-substituted with a halogen atom, 
trifluoromethyl group, an alkoxy group, an amino group, a nitro group, a carboxyl group or a 
carboalkoxy group, a cycloalkylmethoxy group having 5-8 carbon atoms in the cycloalkyl 
ring, a cycloalkenylmethoxy group having 5 V 8 carbon atoms in the cycloalkenyl ring, a 
cycloalkanedienylmethoxy group having 5 - sVarbon atoms in the cycloalkanedienyl ring, a 
cycloalkylmethoxy group wherein one of the methylene groups (-CH2-) in said cycloalkyl 
ring having 5-8 carbon atoms is replaced by -OA -NH-, -S-, -SO- Or -S(0)2-, a 
cycloalkenylmethoxy group wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring having 5-8 carbon atoms is replaced by -0-, -NH-, =N-, -S-, -SO- or 
-S(0)2-, a cycloalkanedienyl-methoxy group whereimone of the methylene groups (-CH2-) 
said cycloalkanedienyl ring having 5-8 carbon atoms is replaced by -O-, -NH-, =N-, -S-, 
-SO- or -S(0)2- group, a cycloalkylmethoxy group having 5-8 carbon atoms in the 
cycloalkyl ring wherein said cycloalkyl ring is mono-substituted with a halogen atom, 
trifluoromethyl group, a hydroxy group, an alkyl group, an Woxy group, an amino group, a 
nitro group, a carboxyl group or a carboalkoxy group and one of the methylene groups 
(-CH2-) in said cycloalkyl ring is replaced by -O-, -NH-, -S-, aSO- or -S(0)2-> a 
cycloalkenylmethoxy group having 5-8 carbon atoms in the cycloalkenyl ring wherein said 
cycloalkenyl ring is mono-substituted with a halogen atom, a trifluoromethyl group, a 
hydroxy group, an alkyl group, an alkoxy group, an amino group, a nitro group, an oxo groupj, 
a carboxyl group or a carboalkoxy group and one of the methylene groups (-CH2-) iu said 
cycloalkenyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or -S(0)2A or a 

cycloalkanedienylmethoxy group having 5-8 carbon atoms in the cycloalkanedienyl ring 
wherein said cycloalkanedienyl ring is mono-substituted with a halogenWom, a 



I 
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trifluoromethyl group, a hydr&xyl group, an alkyl group, an alkoxy group, an amino group, a 
nitro group, an oxo group, a carboxyl group or a carboalkoxy group and one of the methylene 
groups (-CH2-) in said cycloalkanedienyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or 

-S(0) 2 s \ 

an alkylphenyl group wherein said phenyl group is linked to an alkylene group 
having 1-4 carbon atoms optionally interrupted with -O-, -S- or -SS-; 

an alkyl-O-, -S- or -SS-phenyl group wherein said phenyl group is linked to an 
alkylene group having 1 - 4 carbon atoms via -O-, -S- or -SS-; 
an -O-, -S- or -SS-phenyl group; 
a diphenylamino group; \ 

an alkylphenyl group wherein said phenyl group is linked to an alkylene group 
having 1-4 carbon atoms optionally intemipted with -0-, -S- or -SS- and mono-, di- or 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, a alkyl group, j 
an alkoxy group, an amino group* a nitro group or a carboxyl group; | 
an alkyl-O-, -S- or -SS-phenylWoup wherein said phenyl group is linked to an j 
alkylene group having 1-4 carbon atoms via -D-, -S- or -SS- and mono-, di- or tri-substitutecl * 
with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy j 
group, an amino group, a nitro group or a carboxvl group; 

an -0-, -S- or -SS-phenyl group wnerein said phenyl group is mono-, di- or 
tri-substituted with a halogen atom, a trxfluoromethvl group, a hydroxyl group, an alkyl group, 
an alkoxy group, an amino group* a nitro group or a carboxyl group; 
or \ 

Rj and R2, together with the carbon atom to which they are attached, may fonn a 

divalent group selected from; \ 

a cycloalkylidene group of 5 - 8 carbon atoms; 

a cycloalkylidene group of 5 - 8 carbon atoms which is mono-, di-, tri- or 
tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl 
group, an alkoxy group, an alkylthio group, a cycloalkyl group, a phenyl group, an amino 
group, a nitro group or a carboxyl group; \ 

a cycloalkylidene group of 5 - 8 carbon atoms wherein one of the methylene 
groups (-CH2-) in said cycloalkyl ring is replaced by -O-, -NH-A-S-, -SO- or -S(0)2~; 
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a cycloalkylidene group of 5 - 8 carbon atoms wherein one of the methylene 
groups (-CH2-) in said cycloalkyl ring is replaced by -O-, -NH-, -S-, -SO- or -S(0)2~ group 
and one or more of the unsubstituted methylene groups (-CH2-) in said cycloalkyl ring are 

mono-, di- 7 tri- or tetra-substitukd with a halogen atom, a trifluoromethyl group, a hydroxyl 
group* an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro group, an 
oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms; 

a cycloalkenylidene grohp of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms which is mono-, di-, tri- or tetra-substituted with a halogen atom, 
a trifluoromethyl group, a hydroxyl group\ an alkyl group, an alkoxy group, an alkylthio 
group, a cycloalkyl group, a phenyl group, spi amino group, a nitro group, an oxo group, a 
carboxyl group or a carboalkoxy group; 

a cycloalkenylidene group of 5V 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring is replaced by -0-, -NH-, =N-, -S-, -SO- or 

-S(0) 2 ^; 

a cycloalkenylidene group of 5 - 8 caibon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring is replacedW -O-, -NH-, =N-, -S-, -SO- or 
-S(0)2- group and one or more of the unsubstituted mefflylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring are mono-, di\ tri- or tetra-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an 
alkylthio group, an amino group, a nitro group, an oxo groupjya carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion a phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusion of ^phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms, said phenyl ring beingVnono-, di-, tri- or 
tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyLgroup, an alkyl 
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group, an alkoxy group, an alk^lthio group, an amino group, a nitro group, a carboxyl group 
or a carboalkoxy group; 

a condensed ring jboup formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 qarbon atoms or a cycloalkanedienylidene group of 5 - 
8 carbon atoms; 

a condensed ring groUp formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 caraon atoms or a cycloalkanedienylidene group of 5 - 
8 carbon atoms, said phenyl ring being mono- or di-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl groub, an alkyl group, an alkoxy group, an alkylthio group, 
an amino group, a nitro group, a carboxvl group or a carboalkoxy group, which comprises 
combining the 4-amino-3-substituted-buranoic acid derivative with a humectant for 
manufacturing a pharmaceutical preparation, 



Add the following new Claims 18 and 19. 




Claim 18 (new). The stabilizecL solid composition containing a 4-amino-3-substituted 
butanoic acid derivatives as claimed in CteimJ is further combined with an auxiliary agent. 




Claim 19 (new). The process as claimeoyin Claim 12 wherein die solid composition further 
includes an auxiliary agent. 
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